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(57)Abstract: 

PROBLEM TO BE SOLVED: To safely obtain the subject compound 
in a high yield and in a high purity in one process by dropping an 
acid to an aldehyde derivative in the presence of a cyano compound 
and subsequently hydrolyzing the reaction product with a mineral 
acid. 

SOLUTION: This method for producing a mandelic acid derivative 
comprises dropping an acid (A) to an aldehyde derivative of the 
formula (R1-R3 are each H, a halogen, a 1-5C alkyl, a 1-5C alkoxy, 
hydroxyl group, phenyl which may be substituted) in the presence of 
(B) a cyano compound in a solvent and subsequently hydrolyzing 
the obtained corresponding mandelonitrile derivative with a mineral 
acid. The solvent is especially preferably ethyl acetate, and is used 
in an amount of 0.5-5 weight times that of the component A. The 
component B includes sodium cyanate and potassium cyanate, and 
is used in an amount of 1-4 moles, preferably 1.1-1.3 moles, per 
mole of the component A. Thereby, the mandelic acid derivative 
useful as a synthetic intermediate for medicines can safely be 
obtained in a high yield and in a high purity in only one process. 




GHO 



LEGAL STATUS 

[Date of request for examination] 

[Date of sending the examiner's decision of rejection] 
[Kind of final disposal of application other than the 
examiners decision of rejection or application converted 
registration] 

[Date of final disposal for application] 
[Patent number] 
[Date of registration] 

[Number of appeal against examiner's decision of 
rejection] 

[Date of requesting appeal against examiner's decision of 
rejection] 

[Date of extinction of right] 



Copyright (C); 1 998,2003 Japan Patent Office 



httn//www19.indl.iDo.ffo.iD/PA1/result/detaii/main/wAAAfisayiIDA410 2004/02/05 



HI 0-59895 

3. The process according to claim 1 or 2, wherein the solvent is distilled by 
heating at the time of hydrolysis. 

4. The process according to any one of claims 1 to 3, wherein acetic acid is 
further added in addition to mineral acid at the time of hydrolysis. 

5. The process according to any one of claims 1 to 4, wherein the mandelic acid 
derivative of formula (HI) is 4-phenyl-mandelic acid. 
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(English translation of claims 1-5) 
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1. A process for producing a mandelic acid derivative of formula (III): 
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(wherein R 1 , R 2 , and R 3 , which may be the same or different, independently represent a 
hydrogen atom, a halogen atom, C,_ 5 alkyl, C u5 alkoxy, hydroxyl, or optionally- 
substituted phenyl), wherein an acid is added dropwise to an aldehyde derivative of 
formula (I) in the presence of cyanide in a solvent: 



(wherein R 1 , R 2 , and R 3 are as defined in formula (III)) to give a mandelonitrile 
derivative of formula (II): 



(wherein R 1 , R 2 , and R 3 are as defined in formula (III)), and then, without isolating the 
derivative of formula (II), this derivative is hydrolyzed with mineral acid, thereby 
producing said mandelic acid derivative. 

2. The process according to claim 1, wherein the solvent is either an organic 
solvent, such as ethyl acetate, toluene, tetrahydrofuran, acetic acid, methanol, ethanol, or 
propanol, water, or a mixed solvent thereof. 
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